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formula (I): (wherein X represents nitrogen or CH; Y represents 
C<sub>l-6</sub> alkyl; R<sub>l</sub> represents morpholino 
(optionally substituted by one to four C<sub>l-6</sub> alkyls); and 
R<sub>2</sub> and R<sub>3</sub> each represents hydrogen or 
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T50~500mg£rl Ml ^^mL-X^^^t^X^o 

[0070] ^PJo^^<D^it0tj^u5i:^i*:^{c|5ii^i-5^, 
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IKJ£&fx«5t>0>"T?W:fcv \ 

[0071] mm&n) 

(l)DMF(100ml){C2-^/^^^V-4-^h^i/^>'XV5^'y'— /V9.03g(45.6mmol) 
£*&fi?U 60%NaH1.82g(45.6mmol)£r#P*U 30^mUWVtc o *:<DfcJ&mWi&, M 
?^T, 24,6-hU^nnt°y^>'15.7g(92Jmniol)^DMF(100ml)^^jli?Ufc^^t^P^ 

^^^^X^$^y— /Wl-^/V)-4,6-^nnt 0 y5:^^12.3g(i|X^78%)^#fc 0 
[0072] {2)nhntz2-{2-^/V^xi^;V-A-^Y^^^^/— /W-W/l-)-4,6-v^n 
nt°y^v?^12.3g(35.7mmol)^DMF(150ml)(C^^U ^mz.Xcis-2fi-J^;V^:jV 
^y^6.63ml(53.7mmol)^P^ % $<bf-^;WA7.35g£;!jP;lfc 0 ^?&-e30#f^Jl 

^gfe^bfc^m^L4-^nn-2-(2-^7/V^t3^^/W4-^h=¥v^^<^X--r5:^y— /V 

-l-^)-6-(cis-2,6-^^/^/V*:y7)t°y5i?^14.4g(l|X^95%)^#fc 0 
[0073] (3)#^t^fc4-^on-2-(2--^^/V^-a^^/W4-^h^iX^<>'X^5^y— /V-l-^/V 

)-6-(cis-2,6-^^/V^/V^yy)t°y5^^14.4g(34nmol)^^/l'^y>275iid(3.15mol) 
®ii£U 2-(2-^7/^cp<^/W4-^h^^^>X^$^^— yWl-^/vM-Ccis^.e-i^ 

^^/v^e/^y^-e-^^yy^y^^is^^iix^sero^^Co 

[0074] Sfe^:132~134 c C 

NMR(CDC1 ) 5 : 1.28(6H, d, J=6Hz), 2.6-2.7(2H, m), 3.6-3.9(10H, m), 4.05(3H, s), 

3 

4.1-4.2(2H, m), 5.49(1H, s), 6.79(1H, d, J=8Hz), 7.33(1H, t, J=8Hz), 7.42(1H, t, 
J=54Hz), 7.78(1H, d, J=8Hz) 
MS m/z : 474 (M*) 



» 
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[0075] %mm\)tmm^x^m^mmmn^hTmt^m^u^vk. 0 

NMR(CDC1)6 :1.30(6H, s), 3.49(2H,s), 3.4-3.9(12H, m), 4.05(3H, s), 5.47(1H, s), 

3 

6.79(1H, d, J=8Hz), 7.32(1H, t, J=8Hz), 7.41(1H, t, J=54Hz), 7.78(1H, d, J=8Hz) 
MS m/z : 474 (M + ) 

[0077] '2^2-i?Z7Ay*X2^fls-4-*Y**/-<l/?:^*^S-— /WW^M-tes^-S^VV 
Sk£:176~178 < t 

NMR(CDC1 ) 5 : 1.20(3H, d, J=5Hz), L22(3H, d, J=5Hz), 3.6-3.7(lH, m), 

3 

3.6-4. 1(13H, m), 4.05(3H, s), 5.47(1H, s), 6.79(1H, d, J=8Hz), 7.32(1H, t, J=8Hz), 
7.42(1H, t, J=53Hz), 7.78(1H, d, J=8Hz) 
MS m/z: 474 (M*) 

[0078] • 2-(2-*Jy ;V3rxi* Mf~i"0'XW , $^5/— /W W/V)-4-(trans-2,6-^;*^ 

Bt,'&:101~103 < C 

NMR(CDC1)6 : 1.28(6H, d, J=6Hz), 3.3-4.2(14H, m), 4.05(3H, s), 5.46(1H, s), 

3 

6.79(1H, d, J=8Hz), 7.32(1H, t, J=8Hz), 7.42(1H, t, J=53Hz), 7.78(1H, d, J=8Hz) 
MS m/z: 474 (M*) 

[0079] • 2-(2-> > 7/V^-uy "f-fXt- 4-^ b*c 9 yOX>i%#-S— M- W/V)-4 , B-S** /fU 
jK^C ; 203~205 < C 

NMR(CDC1)6 : 3.6-3.9(16H, m), 4.05(3H, s), 5.50(1H, s), 6.79(1H, d, J=8Hz), 

3 

7.32(1H, t, J=8Hz), 7.43(1H, t, J=54Hz), 7.78(1H, d, J=8Hz) 
MS m/z: 446 (M + ) 

[0080] -2-(2-^7/V^ay^V-4-yh^iy^>X^$y^— /Wl-^/V)-4-(cis-2,6-^^ L /V 
^U7^Vy)-6-^r^Vy-l,3,5-bVTi^X^^}6) 
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§4^:235~237 < C 

NMR(CDC1 ) 8 : 1.28(6H, d, J=6Hz), 3.56(2H, s), 3.8-4.0(12H, m), 4.05(3H, s), 

3 

6.82QH, d, J=8Hz), 7.34(1H, t, J=8Hz), 7.44(1H, t, J=54Hz), 7.86(1H, d, J=8Hz) 
MS m/z:475(M + ) 

[0081] >2^2-V7fVjtxi^;V-±-/\>^^'X4^/~- /U-l^TA'M-<2,2,5.5- j y-h9> 

^vi^e/v^y j )-6-^E-;v^y y-i,3,5-hyr^> i) 

8t£:209~211'C 

NMR(CDC1 ) 6 : 1.57 (6H, s), 1.60 (6H, s), 2.6-2.8(2H, m), 3.6-3.9(8H, m), 4.05 

3 

(3H, s), 4.5-4.6(2H, m), 6.81(1H, d, J=8Hz), 7.36(1H, t, J=8Hz), 7.47(1H, t, 
J=54Hz), 7.88(1H, d, J=8Hz) 
MS m/z : 503 (M*) 

[0082] •2-(2-^tn^^-4-xh3r^yX^^/-/l,-l-^l/H6-^;>*!;y^ 
g*^:188~190 t C 

NMR(CDC1 ) 6 :1.56(3H, t, J=7Hz), 3.6-3.9(16H, m), 4.32(2H, q, J=7Hz), 5.51QH, 

3 

s), 6.79(1H, d, J=8Hz), 7.27(1H, t, J=8Hz), 7.42(1H, t, J=54Hz), 7.76(1H, d, 
J=8Hz) 

MS m/z: 460 (M + ) 

[0083] '2-(2-^Z7/^u^/U-4-^h^riy^<^-<^y^'— /wW/vM-^-S^fvv^E- 
j^^:114~116 c C 

NMR(CDC1 ) 5 :1.30(6H, s), 1.56(3H, t, J=7Hz), 3.49(2H, s), 3.5-3.9(12H, m), 

3 ' 

4.32(2H, q, J=7Hz), 5.47(1H, s), 6.78(1H, d, J=8Hz), 7.30(1H, t, J=8Hz), 7.41(1H, 
t, J=53Hz), 7.76(1H, d, J=8Hz) 
MS m/z : 488 (M + ) 
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( I ) 



X«^^T-X«CH, YJ2C -C T/V3r/K R te^-/V*y/S(l~4i@<DC 

18 1 1 

-C T/V^r/W-em^tlTV^-Ct>j:V^) N R , R {4tK^J^T"X{4C -C TV^/U* 

6 2 3 1 8 

[2] XflSCH* Ys8WA\ R a^A-^y A r % r *sv ^h/fc^/i'-efcsaSfJfc^SliEtt© 

1 2 3 

[3] — jRiC (I) <D^^^^2-(2-^yV^-crp<^V-4-^h^rV^<^X^5y)/— /WW 

[4] — jRS: (I) <Dik&M&2<2-i?Z7;v*u^;w-*V^^X^*^S-- /WW 

/H-4-(2,2-^^/V^/l-*:yy)-6^/^y/t°y$^>-T^5^*:^lfB«(^'fb^^) 



[5] ft*^l~4|B^O^/i<^lo<D^^^^^trStft^ffiS5^iU„ 
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